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V aBBa LZSZ-ZLZ-XL9 z^TMirups iriBd Aq paqoaBas 



aa mon nvd (Nvsava) snaawnN Noissaoov sava ony (Nd) snaawnN XNaxvd * 

* XSOD dT3H aaS NOIXYWH03NI 3DIHd noa * 

* *sxsod tyoldy 3hx xosiasH xon ayw ssxywixss * 

* ssshx '3HoaaH3Hx * AHOoaxvo aoiHd xsaHDiH 3HX no aasva 3hy * 

* bdixon xss noa aaxYTfiDTYD saxvwixsa xsod shx : aHnxvaa aoixoN xas * 

* *XSOD JO 33H3 SXWH03 ON 3HY 3H3HX XYHX 3X0N SSYaid * 

>>> and daaH aas SNOixvnvdSHd oNiHonvas noa <<< 

>>>* (NH3d*XH) NH3 ^onpoad *o (NHaH'XH) NH3 3UB3DB3H SNH3 aatnJtBd 
uopoeaj paqojiBas aq ubd sjsrna saqojtBas uopoeai paxxB:}ap 
oui aoa -suot^dbsj BuxBuoxaq puB punoduioo NiaxSTiaa b uaaM^aq 
3{ut-[ aq:* st (NH3) JaqumN AaqsxBan NISXSTiaa sqx 'Y3/XH H3T M 
AxiBJiauaB a;toui jco va/Y3H 'Ya/3Hd tHT M Buxuxquioo Aq uoxriBuiaoifux 
uopopsj aiqBifBAB q^XM spunodmoo B 'auiBii -[Boxuiaqo e :co 3 
qoaBas sq^ ja^B psAap^aj :*as jsmsub 30ue;sqns v * (suot^dedi) 
V3H pue (suox^B^pdaad) and sapoo ABT_dsxp aq} q^XM Aia:jBxpauiuix 
paABidsxp aq Abui spunoduioo NI3XSTI33 zoj b:jbp uox^oBan 
•Ajtanb auo ux jraq^aBort paqo;tBas aq ^ou upo puB s.^uauinoop ariBJEBdas 

ux paao^s aaB b^bp aouB^sqns puB B:}Ba uoxttDBan : 3X0N asvaT:d<<< 

*** saoNvxsans o^'XLZ'e sniyxnod ana *** 

'SQOZ OX T££T SH3A0D 3113 
SOOZ '6Z 3NOT NO dSXYddfl XSYI 3a 13 

so oz 'oz Hsaoxoo no asavo'iaH sua 

Hquio suia^sAs uox^Buiaogui law puB HP^iO uxa^sxxag 04 pasuaoxx 
ua^^BqosuassxM uaqosxuiaqo aap Buruapaao^ jlxxz ^n^x^sui-uxa^sxxaa SOOZ (o) XHDIHAdOD 

sooz das zz no zx : tz : ot xv aansxNs .Niaxsrciaai 3iia 

uxa^sixaq IT? <ss 



NO=m<3 NO=aav smdvo^sna vas s fri 
n ma sss Anxsioan^aiia vas osz z*r 

3non ^saxnaiHxxv os^sxs 

z* si ssaoN ao naawoN 
aaaaaawa ho aaxvaosi anv (s)onih 

:S3XnaiHXXV HdVHO 
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^saxnaiHxxv aaoN 
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^X/MV/H=TO HVA 
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DEFAULT MLEVEL IS ATOM 
DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 

RING(S) ARE ISOLATED OR EMBEDDED 
NUMBER OF NODES IS 42 

STEREO ATTRIBUTES: NONE 

L5 0 SEA FILE=BEILSTEIN SSS FUL LI 

100.0% PROCESSED 50025 ITERATIONS 0 ANSWERS 
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9 sBBtf 



LZSZ-ZLZ-ZLS z^TMini?DS inx?d Aq paqoar^s 



woxv si isAaaw xmvaaa 
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fr£ XV OH SI 03dSN 
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^saxnaiHxxv aaoN 
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t 1 
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hxs n 
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: (axaidwoo xon si saxva asaHx ox aovnaAOO) 
saioNaov onihssi norvw 3Aia wona sxNaxvd noa snoixvxio xNaoan xsow 

(aa/ii60S002) (oi ssi e*i ioa) xNasand-886i ^xnsxnoo ana 

(SOV) Aqaxoos leoxuiaqo ueoxaauiv S002 (O) XHOIHAdOO 

•suvxaa noa ..swHaxaovsn diaH.. aas asvaad 
•XNawaanov nawoxsno nxs htloa ao swnax aHx ox xoarans si asn 
soo2 das 2i no e2 : i2 : oi xv aanaxNa .xvdnvw. sua 
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DEFAULT ECLEVEL IS LIMITED 
GRAPH ATTRIBUTES: 

RING(S) ARE ISOLATED OR EMBEDDED 
NUMBER OF NODES IS 4 2 

STEREO ATTRIBUTES: NONE 

L3 2 50 SEA FILE=REGISTRY SSS FUL LI 

L4 5 SEA FILE=HCAPLUS ABB = ON PLU=ON L3 
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=> d 14 ibib abs hitstr 1- 

YOU HAVE REQUESTED DATA FROM FILE ■ HCAPLUS ' - CONTINUE? (Y)/N:y 



YOU HAVE REQUESTED DATA FROM 5 ANSWERS - CONTINUE? Y/ (N) :y 



L4 ANSWER 1 OF 5 
ACCESSION NUMBER: 
TITLE : 



AUTHOR (S) : 
CORPORATE SOURCE: 
SOURCE : 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE : 
GI 



HCAPLUS COPYRIGHT 2005 ACS on STN 
2005 : 549856 HCAPLUS 

Parallel solution-phase synthesis of a 

2 , 6, 8, 9-tetrasubstituted purine library via a sulfur 

intermediate 

Liu, Jinglin; Dang, Qun; Wei, Zhonglin; Zhang, 
Hengbin; Bai , Xu 

Center for Combinatorial Chemistry and Drug Discovery, 
Jilin University, Changchun, 130012, Peop. Rep. China 
Journal of Combinatorial Chemistry (2005), 7(4), 
627-636 

CODEN: JCCHFF; ISSN: 152 0-4766 
American Chemical Society 
Journal 
English 




AB Purine analogs exhibiting a wide range of pharmacol . activities have been 
considered a privileged structure in medicinal chemical In addition, the 
purine 

core consisting of four points of structural diversity is a well-sought 
scaffold in combinatorial chemical Although most of the efforts have been 
focused on 2,6,9-, 6,8,9-, or 2 , 8 , 9- trisubstituted purines, syntheses of 
2, 6, 8, 9-tetrasubstituted purines are rare. A parallel solution phase 
approach for the synthesis of fully substituted purines, e.g., I, via a 
6-sulfur-substituted pyrimidine as the key intermediate is presented. 
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8 aB^d 



LZSZ-ZLZ-ILS Z4TM-[mps inna Aq paqoapas 



aaNOissv xaA xon awvN xaaNi no 

SmdVDH L-ZL-ZLLZ9Q NH 




aaNoissv xaA xon awvN xaaNi no 

SmdVOH S-XL-ZLLZ9Q NH 




N 

O 



aaNoissv xaA xon awvN xaaNi no 

SmdVDH t-0L~ZLLZ92 NH 
(sauxun? q^TM uoT^n^x^sqns 
pup 'uopepixo 'sapAqapx^ q^TM uot^bztxdAo 'uoponpai ' xoxqrtxAzuaq q:}XM 
uoT^HiAuejxns Aq paMOXX°3 sauxuie qaxM auxpxwxaAdojtqxu (xAqqaui) oaoxqoxp 
50 uoxieuxun? bta seuijnd pa^n^x^sqns 10 uox^ejcHda^d aseqd-uox^nios x s TT ej: * d ) 

(uox^eaedaad) d3Hd ■ (uox^eaedaad ox^aqiuAs) NdS -aH 
&6-T6-ZLLZ9Q dS- 68 - ZLLZ92 d*-QB~ZLLZ92 
dT-S2~ZLLZ92 &6-Z2-ZLLZ9S d2~Z2-ZLLZ92 
&L-ZL-ZLLZ9S dS ~TL~ ZLLZ9S d^-0 L~ ZLLZ92 XI 
•Aaeaqxx auxand .laqiuaui- 912 ^ 50 
sxsaq^uAs aq} q^xM pa^epxx^A shm • xopoq^aw ox^aq^uAs sxqx * sBox^ub auxand 
p34n^xqsqnsea^a^-6 ' 8 ' 9 ' Z paaxsap aq} papxAoad auxuip Ajippuooas 10 Aaeuixad 
b Aq quauiaDHX ds TP ^uanbasqns pup auoxx ns °1 mj-\_ns 3° uox^epxxo x^ n 3 uaA 3 
•^U9n;psqns 8-0 h q}XM Buxj: aux:md aqi ^onj^suoo 03 pazxx^Ao shm 
a^Hxpauiaa^ux auxpxiuxjAdouxuuexp aqx *dnoa6 oj^tu aq} 50 uoponpsj Aq Boiput? 
auxpxujxaAdouxuiHxp s^x 04 pa^^aAUOo AxTppaj shm qoxqM 'auxpxuixaAdoaqxu 
-S-oxiniAzuaq-9-ouxun?-^ aq} papaoixe uH^dHDaauixAzuaq pup auxuie Ajteuixad 
q^xM auxpxuixj:Adoa^xu-s-xAqqaui-2-oaoxqoxp-9 ux sauxaoxqo 50 uox^nix^sqns 
X^xquanbas -s^onpoad x* u T? 9l H J° AnxsaaAxp lean^onjitis 3L H paspaxoux smn 
Buxa auxand aq} 30 uox^eoxxxpoui pup uopona^suoo BuxuxquioD ABa^ea^s sxqx 
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Ph 

RN 862773-82-8 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 




RN 862 773-83-9 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



Ph 




RN 862 773-85-1 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



Ph 
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01 a6ea 



LZSZ-ZLZ-TLS z^TMirups T^d ^q psqoa^as 



'stxxO : '0 xaBipfw 'ipxiaqpw - *o ^^a^a 'jas^oog 
uoT^Tqxqui suiAzua pup 'uox^euuroifuoo 
'sxsatnuAs * s9at^hatj3q apxsoax Dn N SUTJTld 
pa^n^T^sqnsTa-8 '9 * sjto^xqxqui aspuxx suxsouapv 

9Z6L- e^T 
SnidVOH 899^62 : 
NXS uo SOV S00Z XHOIHAdOO SfYIdVOH 



(S)HOHXflV 



:aaxix 
♦H3QwnN XNawnooa 
-HaawriN NOissaoov 

JO Z H3MSNV *a 



xvwnoa an 3hx ni aaavaivAv snoixyxio mv *aHooad 
sihx noa arraviivAV saoNaaaaa* aaxio lz anv aaaHX 



£3 



•XNnoo aoNanaaan 




aaNQissv xaA xon awvN xaaNi no 

SmdVOH 6-Z6-ZLLZ9Q Nd 




aaNDissv xaA xon awvN xaaNi no 

SmdVDH S-6S-ZLLZ9Q NH 




aaNOissv xaA xon awvN xscjni no 

SmdVOH *-QS-ZLLZ9Q NH 



S00S/2X/60 



T8C '689/01 qo^39 
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Kristin; Ugarkar, Bheemarao G. 
CORPORATE SOURCE: Metabasis Therapeutics, Inc., San Diego, CA, 92121, 

USA 

SOURCE: Journal of Medicinal Chemistry (2005), 48(9), 

3389-3399 

CODEN: JMCMAR; ISSN: 0022-2623 
PUBLISHER: American Chemical Society 

DOCUMENT TYPE: Journal 
LANGUAGE: . English 

AB 6, 8-Disubstituted purine nucleosides were synthesized and evaluated as 

adenosine kinase inhibitors (AKIs) . A method was developed to selectively 
substitute arylamines for halogens at C6 and C8 which utilizes alkali 
salts of arylamino anions. Regioselectivity was found to be counterion 
dependent. Potassium and sodium salts add selectively to C6 of 
6-chloro-8-iodo-9- (2,3, 5-tris-O-tert-butyldimethylsilyl-p-D- 
ribofuranosyl) purine while lithium salts add to C6 and C8 positions. 
Differential 6 , 8-bis-arylamin-N, N 1 -di-yl -purine nucleosides such as 
8-anilin-N-yl-6-indolin-N-yl-9- (p-D-ribof uranosyl ) purine (I) can be 
prepared by employing stepwise reactions of potassium and then lithium salts 
of different arylamino anions followed by fluoride ion-induced 
desilylation. Other C8 -substituted compds . were prepared by way of either 
C8 lithiation chemical or palladium cross -coupling reactions. Several of 
these compds. were potent AKIs (e.g. I, AK IC50 = 0.019 uM) and are 
more potent than the previous best purine-based AKI 5 ' -deoxy- 5 1 -amino- 
adenosine (AK IC50 = 0.170 fj.M) . AK inhibitory potency was greatest for 
those compds. with 1H NMR evidence of a predominant anti glycosyl bond 
conformation, whereas most analogs adopt a syn conformation because of 
steric repulsions between the C8 substituent and the ribose group. The 
inhibitors are proposed to bind in the anti conformation with the 
hydrophobic C6 and C8 substituents contributing to AK affinity in a manner 
similar to the C4 and C5 aryl substituents of the potent diaryl-tubercidin 
nucleoside inhibitor series. 

IT 852540-41-1P 852540-51-3P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); BIOL 
(Biological study) ; PREP (Preparation) 

(preparation via regioselective substitution, cross-coupling reactions, 

steric effect, conformation, and structure activity of 

6, 8-disubstituted purine nucleosides as adenosine kinase inhibitors) 

RN 852540-41-1 HCAPLUS 

CN 9H-Purine, 6, 8-bis (2 , 3 -dihydro-lH-indol-l-yl ) -9-p-D-ribof uranosyl - 
(9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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ZX s5Pd 



LZSZ-ZLZ-ILS z^TM-[ni{3S in^d Aq patpjtpas 



* Aa^sxuiaqooaaaas a^niosqv 



X30NI VO) (106) - [lAsoup^njoqxa-a-d- [I^IT s I^ 9UI TP(I^^9iA^4auiTp 
-I'D] -O-STJi-s'e'Z] -6- (lA-i-iopux-HI-capAqxp-e '2) sxq-8 '9 'aux;md-H6 NO 

SnidVOH 0-0fr-0^SZS8 Ntf 
(sjro^xqxqux aseui^ auisouspe SB sepisoaxonu auxand ps^n^x^sqnsxp- 8 ' 9 
go A^xax^op 8in;Dni;s puB 'uox^BuiJoguoo '^dbjjb dxjlb^s 
'suopoeaj Buxxdnoo-ssoao 'uox^n^psqns 3ax^09X3SOx63j: pta uox^BJBdaad) 

JLOYH ' (uox^Baedsad) d3tfd - (uox^eapds^d ox^atnuAs) NdS - (itiB^OBatf) JLOH : 
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OTHER SOURCE (S) : 
GI 



Al 
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LV, 
Al 
C2 



20050803 
DK, ES, FR, 
FI, RO, MK, 
20040503 
20050201 



EP 2003-751149 
GB, GR, IT, LI, LU, 
CY, AL, TR, BG, CZ, 

NL 2003-1024643 



MARPAT 140:391293 



US 2002-421874P 
WO 2003-IB4619 



NL, 
EE, 



20031021 
SE, MC, PT, 
HU, SK 

20031028 

20021028 
20031021 



P 
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AB Title compds. [I; A, B = (substituted) aryl, heteroaryl; Rl = H, alkyl, 
haloalkyl, alkoxy; R4 = specified (substituted) alkoxy, cycloalkoxy, 
N-heterocyclyl, etc.], were prepared Thus, 6 -chloro- 9- (4 -chlorophenyl) -8- 
(2, 4-dichlorophenyl) -9H-purine (preparation given) was added to a mixture 

prepared 

from Na and Me2CHOH followed by stirring at room temperature overnight to give 
26% 9- (4 -chlorophenyl) -8- (2 , 4 -dichlorophenyl) -6-isopropoxy-9H-purine . In 
a CB-1 receptor binding assay, I showed binding activities in the range of 
0.17 nM to 1 uM. 
IT 686344-18-3P 686344-19-4P 686344-20-7P 
686344-21-8P 686344-22-9P 686344-23-0P 
686344-24-1P 686344-25-2P 686344-26-3P 
686344-27-4P 686344-28-5P 686344-29-6P 
686344-30-9P 686344 -31-0P 686344-32-1P 
686344-33-2P 686344-34-3P 686344-35-4P 
686344-36-5P 686344-37-6P 686344-38-7P 
686344-39-8P 686344-40-1P 686344-41-2P 
686344-42-3P 686344-43-4P 686344-44-5P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(claimed compound; preparation of purines as cannabinoid receptor ligands 
(CB-1 receptor antagonists)) 
RN 686344-18-3 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl) -8- (2 , 4 -dichlorophenyl ) -6- [4- (4 -pyridinyl) -1- 
piperazinyl] - (9CI) (CA INDEX NAME) 
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RN 686344-20-7 HCAPLUS 

CN 1-Piperazinecarboxamide, 4- [8- (2 -chlorophenyl) -9- (4 -chlorophenyl ) -9H-purin- 
6-yl] -N-methyl- (9CI) (CA INDEX NAME) 
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RN 686344-24-1 HCAPLUS 

CN 4-Piperidinecarboxamide, 1- [8- (2 -chlorophenyl) -9- (4 -chlorophenyl) -9H-purin- 
6 -yl] -4- (propylamine) - (9CI) (CA INDEX NAME) 
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RN 686344-27-4 HCAPLUS 

CN 4-Piperidinecarboxamide, 1- [9- (4 -chlorophenyl ) -8- (2 -f luorophenyl ) -2-methyl- 
9H-purin-6-yl] -4- [ (1-methylethyl ) amino] - (9CI) (CA INDEX NAME) 
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4 -Piperidinecarboxamide, 4-amino-l- [8- (2 -chlorophenyl) -9- (4 -chlorophenyl) - 
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CN Ethanone, 1- [1- [8- (2 -chlorophenyl ) -9- (4 -chlorophenyl ) -9H-purin-6-yl] -4- 
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CN 3-Azabicyclo [3.1. 0] hexan-6-amine, 3- [9- (4 -chlorophenyl) -8- (2,4- 

dichlorophenyl) -9H-purin-6-yl] -N, N-dimethyl- (9CI) (CA INDEX NAME) 




NMe2 
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CN 4-Piperidinol, 1- [8- (2 -chlorophenyl) -9- (4 -chlorophenyl) -9H-purin-6-yl] -4- 
(4-f luorophenyl) - (9CI) (CA INDEX NAME) 
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CN 1,3, 8-Triazaspiro [4.5] decan-4 -one, 8- [9- (4 -chlorophenyl ) -8 - (2 , 4- 

dichlorophenyl) -9H-purin-6-yl] -1- (1-methylethyl) - (9CI) (CA INDEX NAME) 
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xi xr 


£ ft £ 747 
O O 0 0 1 / 


-27 


-3P 


6 ft 6 747 

DOD Jl / 


-9ft 

— AO 


-4P 

— 1 XT 


£ ft £ 747 
0 0 0 0 1 / 


-99 

— Xi -7 


O Xr 


£ ft £ 747 
O 0 O 01 / 


-30 


-8P 


£ Q £ 7 47 
ODD.} 1 * / 


7 1 


-yxr 


£ ft £ 7 47 
O 0 O O 1 / 


7 9 
- J xi 


- Ulr 


£ Q £ 7 4*7 


-33 


-IP 


686347 


-34 


-2P 


686347 


-35 


-3P 


686347 


-36 


-4P 


686347 


-37 


-5P 


686347 


-38 


-6P 


686347 


-41-1P 


686347 


-44 


-4P 


686347 


-47 


-7P 


686347 


-50 


-2P 


686347 


-51 


-3P 


686347 


-52 


-4P 


686347 


-53 


-5P 


686347 


-54 


-6P 


686347 


-55 


-7P 


686347 


-56 


-8P 


686347 


-57 


-9P 


686347 


-58 


-OP 


686744 


-55- 


-8P 


686744 


-56 


-9P 


686744 


-57 


-OP 









RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of purines as cannabinoid receptor ligands (CB-1 receptor 
antagonists) ) 
RN 686344-73-0 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (2 , 4 -dichlorophenyl) -6- ( 1 -methyl ethoxy) - , 
monohydrochloride (9CI) (CA INDEX NAME) 



Searched by Paul Schulwitz 571-272-2527 
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8fr 36b<3 



LZSZ-ZLZ-XLS z^TMxnqDS in^d Aq patpjtBSS 



(3WVN X3CINI 

YD) (136) -Axotna-9- (lAuaqdo^omDTp- ^ ' £) -8- (lAuaqdoiomo-^) -6 ' auT Jcnd-H6 NO 

SnidVOH Z-S£-f^€989 NH 




9W0 



Owvn xaaNi 

YD) (ID6) -Axoq43Ui-9- ( lAuaqdoaomDip- ' z ) -8- (lAugqdoiomo-^) -6 '3UT;ina-H6 NO 



TDH # 




S00Z/ZT/60 



I8€ '689/01 qo^aa 



Berch 10/689,381 



09/12/2005 



OEt 




RN 686344-76-3 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl) -8- (2 , 4 -dichlorophenyl ) -6~propoxy- (9CI) (CA 
INDEX NAME) 




CI 



RN 686344-77-4 HCAPLUS 

CN 9H-Purine, 6-butoxy-9- (4 -chlorophenyl ) -8- (2 , 4 -dichlorophenyl) - (9CI) (CA 
INDEX NAME) 




CI 



RN 686344-78-5 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (2 , 4 -dichlorophenyl) -6- [ [1- 



Searched by Paul Schulwitz 571-272-2527 
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OS a6ea 



LZSZ-ZLZ-TLS z^XMxnips X™?d Aq patpjieas 



(3WVN X30NI YO) (ID6) - [Axo(xAuxpx;radxd-fr-xALnauiB:iuBd 
-9'9'Z'Z'T) ] -9- (lAuatidoaoxuDTp-^'s) -8- ( xAusqdcaoxtp- fO -6 'aux;ma-H6 NO 

SmdVOH 6-08-^^e989 NH 




TO 



(3WYN X3CINI YO) (106) - [Axo (xAuxpxjcadxd 
-^-XAqqaui-x) ] -9 - ( lAusqdojcoiqoxp- ^ ' z) -8 - (lAuaqdoaoxqo- ^) -6 '3ux;ma-H6 NO 

SITIdYOH 9~6L-^^e989 Ntf 



TOH * 



/ 

i — N 




TO 



(3WYN 

X30NI YO) (106) apxaomooapAqououi ' - [Axo [xAuxpx^azp- £- ( xAmauiiAuaqdxp) 
5002/21/60 I8e'689/0X qo^H 



Berch 10/689,381 



09/12/2005 



Me 



Me Me 




CI 



RN 686344-81-0 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl) -8- (2 , 4 -dichlorophenyl ) -6- [ (l-ethyl-3- 
piperidinyDoxy] - (9CI) (CA INDEX NAME) 



CI 




RN 686344-82-1 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl) -8- (2 , 4 -dichlorophenyl) -6- [ ( 1-methyl -3 - 
piperidinyDoxy] - (9CI) (CA INDEX NAME) 
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LZSZ-ZLZ-1LS zriTMimps T™?d Aq paqoaeas 



(awvN xaaki vo) (ids) - [AxofiAuxpxToajAd 

-lAq^auJ-I) ] -9- (lAusLtdoaomoxp-^ ' z) -8- ( lAuaqdoaoiqo- -6 'aux:md-H6 NO 

SfLldVDH e-fr8-f^€989 Ntf 



33 



/ 




(3WVN XaaNI VO) (106) - [AxodAuTp-pxoa^Ad 
e-iAq^a-x) ] -9~ ( lAuaqdoaoiqDxp- ^ ' £) -8- ( -[AuaijdojromD- fr) -6 ' aux;md-H6 NO 

SmdVOH Z-E8-f^E989 Ntf 



aw 




I8€ '689/01 q^aa 



Berch 10/689,381 



09/12/2005 



CI 




Me 

RN 686344-85-4 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl) -8- (2 , 4 -dichlorophenyl ) -6- [ [1- (1-methylethyl) - 
3-pyrrolidinyl] oxy] - ■■ (9CI) (CA INDEX NAME) 




i-Pr 

RN 686344-86-5 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (2 , 4 -dichlorophenyl) -6- [ ( 8-methyl- 8 - 
azabicyclo[3.2.1]oct-3-yl)oxy] - (9CI) (CA INDEX NAME) 
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frS sS^d LZSZ-ZLZ-TLS z^TMinqos Aq paqoaeas 



(3WVN X3CINI VO) (106) apTJtoiqoojipAqouoiu [Axoq^auidAueang: 
-3-oapAnBa^9^) ] -9- (iXuaqdojcomoTp-^ ' -8- ( lAuaqdoaoiqD- fr) -6 '3UT:ma-H6 NO 

SJYTdVOH £-88-fr*E989 NH 




ID 



(3WYN X30NI YD) (106) - [Axoq^aui ( -[Auejmj 
-Z-capAqejEia:*) ] -9- (lAusqdoaomoTp-^ 1 £) -8- ( TAuaqdojcoiqD- ^) -6 'auxjcnd-H6 ND 

SmdVDH 9-A8-^^e989 Ntf 



aw 




5002/21/60 



T8e / 689/0I qoaaa 



Berch 10/689, 381 



09/12/2005 



CI 




• HC1 



RN 686344-89-8 HCAPLUS 

CN 2 (3H) -Furanone, 3- [ [9- (4 -chlorophenyl ) -8- (2 , 4 -dichlorophenyl) -9H-purin-6- 
yl]oxy]dihydro- (9CI) (CA INDEX NAME) 




RN 68 6344-90-1 HCAPLUS 

CN 9H- Purine, 9- (4 -chlorophenyl) -8- (2 , 4 -dichlorophenyl ) -6- ( 2 -methoxyethoxy) - 
(9CI) (CA INDEX NAME) 



Searched by Paul Schulwitz 571-272-2527 
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9S 96i?a 



LZSZ-ZLZ-ILS z^TMinqos l^d Aq pgqoaess 



(3WYN X30NI VO) (106) - [Axoqq3W(iA-£-UH;cAd 
-HS-o^pAqpaqa^) ] -9- ( lAuaqdoaoxqDxp- ^ ' 3) -8- ( lAuaqdojomo- f) -6 'sux.ind-H6 NO 

SmdVDH £-£6-frfr£989 




Owvn xaaNi yd) doe) - (AxotnauiTA 

-2-ueioxoxp-e 'I) -9- (iAu8t{doaomDTp-^ ' Z ) -8- ( lAuaqdcaoiqo- ^ ) -6 '3Ux;md-H6 ND 

SmdVOH 2-T6-frfr£989 NH 




S00Z/ZT/60 



T8e'689/0T qo^39 



Berch 10/689,381 



09/12/2005 



CI 




RN 686344-93-4 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (2 , 4 -dichlorophenyl ) -6- (3,3- 
dimethoxypropoxy) - (9CI) (CA INDEX NAME) 

OMe 

I 

MeO— CH- CH2~ CH2~ O 




RN 686344-94-5 HCAPLUS 

CN 9H-Purine, 8- (2 -chlorophenyl) -9- (4 -chlorophenyl) -6-ethoxy- (9CI) (CA 
INDEX NAME) 
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85 a6ea LZSZ-ZLZ-TLS z^TMinips im?d Aq paqoa^as 



(3WYN xaaNI VD) (106) - (Axoq^soaonijxa^ 
-2'Z'Z) -9- (lAusqdojtOTipxp-fr ' z) -8- ( lAusqdojtOTtp- fr) 'sux.xnd-H6 ND 

SmdVDH 8-Z,6-frf'£989 NH 




(awvN xaaNi vd) (106) 

(Axoqr^OJionijTai-z'z'e) -9- ( lAuaqdoaoxqo- ^) -6 - ( lAuaqdcaoiqo- z) -8 '3Ux:md-H6 ND 

SmdVOH L-96~frfr€989 NH 



TO 




•N - 





TO 



3WO 



(awvN xaaNi 

VD) (106) -Axoq^9iii-9- ( lAuaqdoaoiqo- fr) -6- ( lAusqdoaoiqo- £) -8 '3UT;md-H6 NO 

SmdVOH 9-S6-^^£989 NH 




S00S/2I/60 



T8£'689/0T qoasa 



Berch 10/689,381 



09/12/2005 




RN 686344-99-0 HCAPLUS 

CN 9H-Purine / 9- (4 -chlorophenyl ) -8- (2 , 4 -dichlorophenyl ) -6- ( l-piperidinyl) - 
(9CI) (CA INDEX NAME) 



CI 




RN 686345-00-6 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (2 , 4 -dichlorophenyl) -6- (4 -morpholinyl) - 
(9CI) (CA INDEX NAME) 
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09 aB^d 



LZSZ-ZLZ-ILS z^TMinqos T.ru?d Aq paqojreas 



(3WVN X3CINI YD) (106) apxaoiqaoapAqouou] 'aa^sa -[Aqqa ' - [tA- 9-tiT;md-H6 
- (TAuaqdojEoiqDxp-fr ' z) -8- ( lAuaqdcaoiqD- ^) -6] -I 'pxDi? DxiAxoqa^oauxpxaadxd- f> NO 

SmdVDH 0-^0-5^989 Ntf 



9W 




(3WVN XaaNI VO) (106) - (TAuxzpjadxd 
-I-XAqqaui-^) -9- ( lAuaqdojtoiqoxp- ^ ' Z) -8- ( lAuaqdojtoiqD- ^) -6 'aux;md-H6 NO 

SmdVOH 6-£0-Sfr£989 Ntf 




S00Z/ST/60 



T8£'689/0T qo^aa 



Berch 10/689,381 



09/12/2005 



CI 




• HC1 



C— OEt 

II 

O 

RN 686345-08-4 HCAPLUS 

CN- 2-Piperidinecarboxylic acid, 1- [9- (4-rchlorophenyl) -8- (2 , 4 -dichlorophenyl) - 
9H-purin-6-yl] ethyl ester (9CI) (CA INDEX NAME) 



CI 




RN 686345-18-6 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (2 , 4 -dichlorophenyl) -6- (1 -pyrrol idinyl) - 
(9CI) (CA INDEX NAME) 
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Z9 96*?d LZSZ-ZLZ-XLS zrjXMxnqos l^d Aq paqoaeas 




TO 



(3WVN xaaNI VO) (106) - (xAuxpxxoaaAd 
-I-XAq^auixp-g ' z) -9- ( xAuaqdojroxqoxp- ' -8- (xAuaqdcaoxqo- ) -6 '3ux;ma-H6 NO 

SmdVDH 9-92-5^989 Ntf 




TO 



(awvN xaaNi vo) (106) 

- (xAuaqdo^oxqoxp-^ ' e) -8- ( xAusqdojtoxqo- ) -6- ( xAuxpx^sze- x ) -9 '8iix:ind-H6 NO 

SmdVOH X-XS-S^e989 Ntf 




SO0Z/2T/60 



T8£'689/0T qo^sa 



Berch 10/689,381 09/12/2005 

RN 686345-42-6 HCAPLUS 

CN 9H-Purine / 9- (4 -chlorophenyl) -8- (2 , 4 -dichlorophenyl ) -6- (4-ethyl-l- 
piperazinyl) - (9CI) <CA INDEX NAME) 



CI 




RN 686345-43-7 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (2 , 4 -dichlorophenyl ) -6- [ (1S,4S) - 5 -methyl - 
2,5-diazabicyclo[2.2.1]hept-2-yl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 686345-44-8 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl) -8- (2 , 4 -dichlorophenyl) -6- [4- (phenylmethyl) -1- 
piperazinyl] - (9CI) (CA INDEX NAME) 
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M-Z aovd 




v-t aovd 

Owvn xacusa vo) (ioe) - [lAuTZHaadxd 

-I - (xAuTpxaAd-s) -9 - (lAusqdoaomDTp- ^ ' s) -8 - (xAuaqdoaomo-^) -6 '9UTand-H6 NO 




TO 



T8€ '689/01 qo.i9H 



09/12/2005 



RN 686345-46-0 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (2 , 4 -dichlorophenyl ) -6- (hexahydro-4 -methyl - 
1H-1, 4-diazepin-l-yl) - (9CI) (CA INDEX NAME) 



CI 




Me 



RN 686345-49-3 HCAPLUS 

CN 3 -Pyrrol idinamine, 1- [9- (4 -chlorophenyl ) -8- (2 , 4 -dichlorophenyl ) -9H-purin-6- 
yl] -N,N-diethyl- (9CI) (CA INDEX NAME) 



CI 




NEt2 



RN 686345-51-7 HCAPLUS 

CN 3 -Pyrrol idinamine, 1- [9- (4 -chlorophenyl) -8- (2 , 4 -dichlorophenyl) -9H-purin-6- 
yl] -N,N-dimethyl-, <3R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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99 sB^d LZSZ-ZLZ-ILS z^TMTmps ini?d Aq paqo^^as 



(3WVN XaaNI VO) (106) -xAqiaurtp-N'N- [lA-9-uxand 
-H6- (lAuaqdo^oxqDip-^ ' z) -8- (xAuaqdoaoxqo- fr) -6] -I ' auTUi^upqqsuiauTp-caadTd- £ NO 

SJTTdVOH 6-e5-s^e989 nh 

Jd-U 




(3WVN XaaNI YO) (106) -(lAuxz^adxd 
-X-XAdoad-^) -9 - ( xAuaqdo;ioxqoiP- '2) "8- ( xAuaqdoaoxqo- fr) -6 'auT;md-H6 NO 

SmdVOH 8-ZS-Sfr£989 NH 




10 



sooz/ei/60 



I8C '689/01 qo^aa 



Berch 10/689,381 



09/12/2005 



CI 




RN 686345-57-3 HCAPLUS 

CN 9H-Purine / 9- (4 -chlorophenyl ) -8- (2 , 4 -dichlorophenyl) -6- [ (2S) -2- (1- 
pyrrolidinylmethyl) -1 -pyrrol idinyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 



CI 




RN 686345-58-4 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (2 , 4 -dichlorophenyl) -6- (3, 5-dimethyl-l- 
piperazinyl) - (9CI) (CA INDEX NAME) 



Searched by Paul Schulwitz 571-272-2527 



Page 67 



89 sSea LZSZ-ZLZ-XLS z^TMinqos in^d Aq paqo^eas 



(3WYN X30NI VO) (106) -oocpA^j:^^-^ 1 £' Z'\ 
[•[A-9-UTj:nd-H6- ( xAuaqdoaoxqoTp- ^ ' s) -8- (lAuaqdoaoxqo- ^) -6] -2 ' aux-[ouxnbosi NO 

SmdVOH 0-0Z.-S^e989 NH 




(3WYN X3CINI VO) (106) -(Se) ' -T.Ainsun:p-N'N- [lA 
-9-ux^nd-H6- ( lAusqdoaomDTp- ^ 1 z) -8- ( "[Ausqdoaoitp- -s] -I ' suTia^UTpTioaaAd- € NO 

SrVTdVOH S-6S-S^e989 NH 




S00Z/ZT/60 



T8C '689/01 M 3J9 fl 



Berch 10/689,381 



09/12/2005 



CI 




N- 



686345-80-2 HCAPLUS 

9H-Purine / 9- (4 -chlorophenyl ) -8- (2 , 4 -dichlorophenyl ) -6- [2- ( 2 -methyl -4 - 
pyridinyl) -1-pyrrolidinyl] - (9CI) (CA INDEX NAME) 



CI 




CI 



686345-81-3 HCAPLUS 

9H- Purine, 9- (4 -chlorophenyl ) -8- (2 , 4 -dichlorophenyl) -6- [2- (3 -pyridinyl ) -1- 
piperidinyl] - (9CI) (CA INDEX NAME) 
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OL 95*d LZSZ-ZLZ-1LS z^XMxnqDS im?d Aq paqoaeas 



(3WVN X30NI VO) (ID6) - (ouxuiexAq^a) [xA- 9-ux;md-H6 
-XAq^siu-^- (xAu9qdoaon-[g-3) -8- ( lAusqdcaomo- fr) -6] -I ' apxuiexoqjiBDauxpxaadxd- NO 

SmdVOH Z,-S8-Sfr£989 Ntf 




TO 



(3WVN X30NI VO) (106) -OJtpAqi^a:*- 8 ' L ' 9 ' S- [lA 
-9-uxj:nd-H6- ( lAuaqdoaoiqoxp- ^ ' e) - 8- (lAuaqdojoxqD- fr) -6] -Z. ' suxpxaAqqqdBN- L ' I NO 

SnidVOH fr-38-Sfre989 Nd 




S003/ZI/60 



T8£'689/0T qoaaa 



Berch 10/689,381 



09/12/2005 



H2N- C NHEt 




RN 686345-86-8 HCAPLUS 

CN 4-Piperidinecarboxamide, 1- [9- (4 -chlorophenyl) -8- (2 , 4 -dichlorophenyl) -9H- 
purin-6-yl] -4- (dimethyl amino) - (9CI) (CA INDEX NAME) 




Me2N C-NH2 

II 



RN 686345-87-9 HCAPLUS 

CN 4-Piperidinecarboxamide, 1- [9- (4 -chlorophenyl ) -8- (2 -f luorophenyl) -9H-purin- 
6-yl] -4- (methylamino) - (9CI) (CA INDEX NAME) 
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ZL 96*d 



LZSZ-ZLZ-ILS z^TMintps ined Aq paipaeas 




(3WVN X30NI VD) (106) - (ouTWBTAinaurrp) -fr- [1A-9 
-uxjnd-H6- (iAu3qdoaoni5-2) -8- (TAuaqdoaoiqa- ^) -6] -I ' apTiuexoqjcHoauTpxjiadTtf - 

SnidVOH 0-88-Sf>e989 




SOOZ/ZT/60 



T8e / 689/0I qo^^a 



Berch 10/689,381 



09/12/2005 



PAGE 2 -A 




686345-89-1 HCAPLUS 

4-Piperidinecarboxamide, l- [8- (2 -chlorophenyl) -9- (4 -chlorophenyl ) -9H-purin- 
6-yl] -4- (methylamino) - (9CI) (CA INDEX NAME) 





CI 



PAGE 2 -A 



68 6345-90-4 HCAPLUS 

4-Piperidinecarboxamide, 1- [8- (2 -chlorophenyl) -9- (4 -chlorophenyl ) -9H-purin- 
6-yl] -4- (dimethylamino) - (9CI) (CA INDEX NAME) 
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LZSZ-ZLZ-ZLS zqTMinqos im?d Aq psipjteas 



0 

7 II 

£HN -O HN^W 




ID 



(3WYN X30NI YD) (106) - (ouxuieTAinsw) -fr- [xA-9-UTand-H6 
- (xAuaqdoaoxqD-^) -6- ( lAuaqdoaonxj- e-oaoiqo- fO -8] -I 1 apxuiexoqjHDauxpTJiadTd- NO 

SmdVOH S-I6-S^e989 Ntf 




v-z aovd 




v-i aovd 



SOOZ/ZT/60 



I8e '689/01 qo^aa 



Berch 10/689/381 



09/12/2005 



RN 686345-92-6 HCAPLUS 

CN 4-Piperidinecarboxamide, 1- [8- (4 -chloro-2 -f luorophenyl ) -9- (4 -chlorophenyl ) - 
9H-purin-6-yl] -4- (dimethylamino) - (9CI) (CA INDEX NAME) 



CI 




Me2N C-NH2 
0 

RN 686345-93-7 HCAPLUS 

CN 4-Piperidinecarboxamide, 1- [8- (4 -chloro-2 -f luorophenyl) -9- (4 -chlorophenyl) - 
9H-purin-6-yl] -4- (propylamino) - (9CI) (CA INDEX NAME) 



CI 




n-PrNH C~ NH2 



RN 686345-94-8 HCAPLUS 

CN 4-Piperidinecarboxamide, 1- [9- (4 -chlorophenyl) -8- (2 , 4 -dichlorophenyl) -9H- 
purin-6-yl] -4- (ethylamino) - (9CI) (CA INDEX NAME) 
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9L 96*d 



LZSZ-ZLZ-1LS z^TMinqos im?d Aq paqoaeas 




V-3 30Vd 




V-I aovd 



(3WYN X30NI VD) (106) - (ouTUieiAq:}9) -fr- [1A-9 
-uxand-H6- (lAusqdoaonij-s) -8- (lAuat[do;to-[tp- -6] -I ' apTW^xoqjrHDauTpTjesdxa- NO 

o 



^HN -0 HN33 




TO 



sooz/ei/60 



I8e'689/0I q^39 



Berch 10/689,381 09/12/2005 

RN 686345-96-0 HCAPLUS 

CN 4-Piperidinone, 1- [8- (2 -chlorophenyl) -9- (4 -chlorophenyl ) -9H-purin-6-yl] - 
(9CI) (CA INDEX NAME) 



CI 




0 



RN 686345-97-1 HCAPLUS 

CN [1,4' -Bipiperidine] -4 » -carboxamide , 1 1 - [9- (4 -chlorophenyl) -8- (2,4- 
dichlorophenyl) -9H-purin-6-yl] - (9CI) (CA INDEX NAME) 
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QL aBPd LZSZ-ZLZ-ILS Z4TMT.rups T nB d Aq paipjreas 



H 




ID 



(3WYN XaONI VO) (106) - (lAq^TAtnaui-i) - j- [jA- 9 -uxand-H6 - ( I Ausqdoaoiqo 
-fr) -6- (lAusqdoaonxj-s-oaomD-^) -8] -8 ' suo- ^-ueoep [s * fr] ojidsezepj,- 8 ' € 'I NO 

SmdVOH €-66-S^e989 JNT& 



o 

„ II 




TO 



(3WVN X30NI VO) (ID6) - [ouTWH(TAq:i9TAtnaw-T) ] -fr- [TA-9-UT.xnd-H6 
- (xAuaqdoaomo-fr) -5- (xAuaqdoaonx s-o^oxqo- fr) -8] -I ' apxiupxoqjHDauTpTaadTd- NO 

SmdVDH 2-86-S^e989 ISRi 




v-e aovd 



S00Z/3T/60 



T8C '689/01 qo^39 



Berch 10/689,381 



09/12/2005 



RN ,686346-00-9 HCAPLUS 

CN [1, 4 1 -Bipiperidine] -4 ' -carboxamide , 1 1 - [8- (4 -chloro-2-f luorophenyl) -9- (4- 
chlorophenyl) -9H-purin- 6 -yl] - (9CI) (CA INDEX NAME) 



PAGE 1-A 




CI 



PAGE 2 -A 




RN 686346-01-0 HCAPLUS 

CN 4~Piperidinecarboxamide, 1- [9- (4 -chlorophenyl) -8- (2 , 4 -dichlorophenyl) -9H- 
purin-6-yl] -4- (cyclohexylamino) - (9CI) (CA INDEX NAME) 
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08 sBea 



LZSZ-ZLZ-TLS z^TMintps in^d Aq paqoaeas 



(3WYN X3CINI YD) (106) - (ouTun?-[AxaqoTDAD) [1A-9 
-UTand-H6- (lAusqdoaonu-s) -8- ( lAuaqdojomo- fr) -6] -I ' apxwexoqaiEoauTpTJiadTd- f NO 

SnidVDH I-30-9^e989 NH 




v-z aovd 




v-x aovd 



T8£'689/0T tpasa 



Berch 10/689,381 



09/12/2005 




CI 



RN 686346-03-2 HCAPLUS 

CN 4-Piperidinecarboxamide, 1- [8- (4 -chloro-2 -f luorophenyl) -9- (4 -chlorophenyl) - 
9H-purin-6-yl] -4- (cyclohexylamino) - (9CI) (CA INDEX NAME) 



PAGE 1-A 
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LZSZ-ZLZ-1L9 z^TMinqos ixu?d Aq paqoanas 



(3WVN X30NI VO) (106) 3px;ioxqoo;tpAqxp 'J8^S3 [xA-9-UT3tid 
-H6- (xAusqdoJioxqa- *0 -6- ( xAuaqdoaoxqo- £) -8] -I 'pxop oxxAxoqapoauxzeaadxd- z NO 

SmdVOH 9-Z,0-9frE989 Ntf 




qd— ^HO-HN O-N^H 

II 

O 



(3WYN X3CINI YO) (106) - [ouxure (lAq^siuiAueqd) ] [xA-9 
-uxand-H6- (xAusqdojioxqo- fr) -5- ( xAusqdoaoxqo- 2) -8] -I ' apxuiFxoqaBoauxpxaadxd- NO 

SOTdYOH ^-S0-9^e989 NH 



^HN — 0 HN43 




10 



(3WYN X3CINI VO) (I06) - (ouTuieiAins) -fr- [TA-9-ux;md-H6 
- (xAusqdojcoxqo-fr) -6- ( xAuaqdojonx^ - 2-oaoxqo- ^) -8] -I ' apxuiexoqaHOSuxpxaadxd- NO 

SmdVOH e-^o-9^e989 NH 




v-z aovd 



S003/ZI/60 



X8e '689/01 qo-^sa 



Berch 10/689,381 



09/12/2005 




• 2 HC1 

RN 686346-08-7 HCAPLUS 

CN 3-Pyrrolidinamine, 1- [9- (4 -chlorophenyl ) -8- (2 , 4 -dichlorophenyl) -9H-purin-6- 
yl] -N-methyl- (9CI) (CA INDEX NAME) 



CI 




NHMe 



RN 686346-09-8 HCAPLUS 

CN 2, 5-Diazabicyclo [2.2.1] heptane, 2- [9- (4 -chlorophenyl ) -8- (2 , 4- 

dichlorophenyl) -9H-purin-6-yl] -, (1S,4S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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^8 sB^a 



LZSZ-ZLZ-XLS z^TMinqos ini?d Aq paipjzeas 



Owvn xaaNi vo) (106) 

(XAuTZPaadtd-x) -9- ( lAuaqdcaoiqDTp- ^ ' £) -8- ( lAuaqdoaoiLp- i>) -6 '3UT:[rtd-H6 NO 

SmdVOH £-11-9^989 Ntf 




(3WVN XaONI VO) (106) - (lA- (H2:)I-TOJcaAd[q-^ / e]oiojaAdoj:pAL l Bxaq) 

-9- (lAuaqdojtoiipTp-fr ' 3) -g- ( xAusiidcaoiip- 1) -s 'ouTand-H6 NO 

SmdVOH X-0I-9^€989 Ntf 



TO' 




N 



TO N- 




10 



S00Z/ZT/60 



T8£'689/0T ip-iaa 



Berch 10/689,381 



09/12/2005 



CI 




H 



RN 686346-13-4 HCAPLUS 

CN 3-Azabicyclo [3.1 . 0] hexan- 6 -amine , 3- [9- (4 -chlorophenyl ) -8- (2,4- 
dichlorophenyl) -9H-purin- 6 -yl] -N, N-dimethyl - , monohydrochloride , 
(la, 5a, 6a)- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



Me2N- 




• HCl 



H 



RN 686346-14-5 HCAPLUS 

CN 4-Piperidinecarboxamide, 1- [9- (4 -chlorophenyl) -8- (2 , 4 -dichlorophenyl ) -9H- 
purin-6-yl] -4- [ (1-methylethyl) amino] monohydrochloride (9CI) (CA INDEX 
NAME) 
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98 a6ed LZSZ-ZLZ-T.LS z^TMinips im?d Aq paqo_iS8S 



X30NI VD) (106) - (lAuTzeaadTd-i-TAinsiu-fr) 
-9- (iXuaqdoaonij-s) -8- ( lAdojrdiAtnsuiTp- z ' Z) ~Z~ ( lAuaqdoaomo- ^) -6 'aux:ind-H6 NO 

SJOTdYOH 8-£T-9fr£989 NH 




(3WVN XaaNI VO) (106) apTJtoiqooapAqououi '- (lAuxzeaadTd 
-I-xAq^sui-^) -9-xAutiBw-z- (lAuaqdojionig- z) -8- ( iAuai|doj:o-[qD- ^) -6 '3Ux;md-H6 ND 

smavDH 9-sx-9^e989 isra 



o 

„ II 



IOH « 




TO 



S002/2I/60 



T8£'689/0T tpaae 



Berch 10/689,381 



09/12/2005 



Me 




CI 



F 



RN 686346-18-9 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (2-f luorophenyl) -2- ( 1 -methyl ethyl ) -6- (4- 
methyl-l-piperazinyl) - (9CI) (CA INDEX NAME) 



Me 




CI 



RN 686346-19-0 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (2-f luorophenyl) -2-propyl-6- (1- 
pyrrolidinyl) - (9CI) (CA INDEX NAME) 
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88 36e<3 LZSZ-ZLZ-ZLS z^TMinqos "[nea Aq pstpieas 



(3WVN X30NI YD) (ID6) - (lAuxpiioaaAd-i) 
-9- (xAuaqdoaonxj-S) -8- (xAdojtdxAtpaurcp-z ' 2) (xAuaqdoJioxtp- fc) -6 'suT;ma-H6 NO 

SmdVOH fr-TZ-9fre989 Ntf 




Owyn xaaNi yd) (ioe) - (lAuxpTxojMAd 

-I) -9- (TAq^siAq^aui-i) -z~ ( xAueqdoJionx j - z ) -8- (lAusqdoaoxqo- fr) -6 'Btix:md-H6 NO 

SfndVOH e-02-9^e989 Ntt 

a 




5002/21/60 



X8£'689/0X qoaaa 



Berch 10/689,381 




CI 



RN 686346-22-5 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (2 -f luorophenyl ) -2-methyl-6- (1- 
pyrrolidinyl) - (9CI) (CA INDEX NAME) 



Q 




RN 686346-23-6 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (2 -f luorophenyl ) -6- (4 -methyl -1- 
piperazinyl) - (9CI) (CA INDEX NAME) 
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06 aBea LZSZ-ZLZ-XLS z^TMirups "[n^d Aq paqo;n?as 



(awvN xaaNi vo) 

(106) - (lAuxpxaadxd-T) -9- ( lAuaqdoaonij- Z) -8- ( lAuaqdcuoitp- fr) -6 'aux;md-H6 NO 

SmdVOH 8-SZ-9fre989 Ntf 




Owyn xaaNi vo) 

(106) - (lAuxioqd^oui-^) -9- ( T_Auaqdo;toriT5- z) -8- ( lAuaqdojcomo- fr) -6 ' auxjtnd-H6 NO 

SmdVOH Z.-*3-9*C989 Ntf 



aw 




10 



S00Z/2I/60 



I8e'689/0T qo^aa 



Berch 10/689,381 09/12/2005 



CI 




RN 686346-26-9 HCAPLUS 

CN 9H-Purine / 8- (2 -chlorophenyl ) -9- (4 -chlorophenyl) -6- (4 -morpholinyl) - (9CI) 
(CA INDEX NAME) 




RN 686346-27-0 HCAPLUS 

CN 9H-Purine, 8- (2 -chlorophenyl ) -9- (4 -chlorophenyl ) -6- (4-methyl-l- 
piperazinyl) - (9CI) (CA INDEX NAME) 
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Owvn xaaNi yd) 

(106) BpTaomooapAqououi ' - (xAqqaiAq^aui-x) - i- [\A- 9-uxand-H6- ( -[Ausqdoaoiqo 

-fr) -6- (lAuaqdo^omo-2) -8] -8 ' auo- fr-ueosp [s * fr] oaxdsez^TJii- 8 ' £ 'I NO 

SmdVDH 9-xe-9^e989 Ntf 




TO 



(awvw xaaNi yd) 

(106) - (lAuTpxaadTd-i) -9- (TAusqdojOTrp-fr) -6- ( lAuaqdo^omo- z) -8 '3UT:md-H6 NO 

SfndVOH T-8£-9fre989 N<3 

aw 




S00Z/ZT/60 



I8e'689/0X qo^SQ 



Berch 10/689,381 



09/12/2005 



CI 




• HC1 



H 



RN 686346-32-7 HCAPLUS 

CN [1,4' -Bipiperidine] -4 1 -carboxamide , 1 • - [9- (4 -chlorophenyl ) -8- (2- 
f luorophenyl) -9H-purin-6-yl] - (9CI) ( CA INDEX NAME ) 




CI 



RN 686346-33-8 HCAPLUS 

CN 1,3, 8-Triazaspiro [4 . 5] decan-4 -one , 8- [9- (4 -chlorophenyl) -8- (2- 

f luorophenyl) -9H-purin-6-yl] -1- ( 1-methylethyl ) - (9CI) (CA INDEX NAME) 



Searched by Paul Schulwitz 571-272-2527 



Page 93 



^6 aG^d 



LZSZ-ZLZ-1LS z^XMxmps T™?d Aq pstpjcnas 



(3WYN XaONI VO) (106) - (ouxiueiAxaqoioAD) [1A-9 
-uT^nd-H6- (TAuaqdoaoiqo-^) -6- (lAuaqdoaoxqo- z) -8] -I ' apxwBxoq;ti=03uxpx;iadxd- NO 

SmdVOH T-9£-9fr£989 NH 



10 




(3WVN XaaNI VO) (I06) - [lA-9-uxand-H6- (lAuaqdo:roi;ip. 
-fr) -6- (lAuattdoaoiqo-s) - 8] - i T ' spxuiBxoqjiPO- , fr- [suxpxaadxdxg- , '!] NO 

SmdVOH o-se-9^e989 NH 




SOOZ/ZT/60 



T8e'689/0T qoaaa 



Berch 10/689, 381 



09/12/2005 




CI 



RN 686346-37-2 HCAPLUS 

CN 2-Piperazinecarboxylic acid, 4- [8- (2 -chlorophenyl ) -9- (4 -chlorophenyl) -9H- 
purin-6-yl] ethyl ester (9CI) (CA INDEX NAME) 



CI 



EtO- 




RN 686346-38-3 HCAPLUS 

CN 3-Azetidinecarboxamide, 1- [8- (2 -chlorophenyl) -9- (4 -chlorophenyl) -9H-purin- 
6 -yl] -3 -hydroxy- (9CI) (CA INDEX NAME) 
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96 96*d LZSZ-ZLZ-XLS z^TMinqos X™?d Aq paip:zeas 



Owvn xaaNi 

VO) (136) - (x>9 'x>g 'x>i) 'apxaoxqooapAqxp ' - 9-ux;cnd-H6 
(lAuaqdoaoiqo-^) -6- ( xAuaqdcaoxqo- £) -g] -e ' 3uxuie-9-uex3q [0*1 * e] oioAoxqezv-e 

SJTIdVOH Z.-0fr-9fr£989 



NO 
NH 





H 



* AaasTuisqooaaa^s a^nxosqv 

(3WVN X30NI VO) (106) .W4sa xAqisxAqiauixp-x 'x 
' - [xA-9-xaq [0 * X * e] oioAoxqBze-e- [xA-9-uxand-H6 - (xAusqdoaoxqo 

_ 6 _ (xAuaqdoaoxqo-2) -8] (*>9 '*>S 'x>x) ] 'pxoe oxiueqano NO 

SmdVOH ^-6€-9^e989 NH 




S00Z/ZI/60 



I8€ '689/01 qo^39 



Berch 10/689,381 



09/12/2005 



H 2 N 




>2 HC1 



H 

RN 686346-43-0 HCAPLUS 

CN 3-Azabicyclo [3.1.0] hexan-6-amine, 3- [9- (4 -chlorophenyl) -8- (2 -f luorophenyl) 
9H-purin-6-yl] •(la,5a / 6a)- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



H 2 N 



CI 







H 



RN 686346-46-3 HCAPLUS 

CN 3-Azabicyclo [3.1.0] hexan-6 -amine , 3- [9- (4 -chlorophenyl ) -8- (2,4- 
dichlorophenyl) -9H-purin-6 -yl] (la, 5a, 6a) - (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. 
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86 96ea 



LZSZ-ZLZ-ILS z^TMinqos Tried Aq patpaess 



(3WVN X30NI VO) (106) apTJtoxqooapAqououi 
' - (xAuxp-cxoaaXd-x) -9- ( xAuaqdcaoxqo- fO -6- ( lAuaqdoaomo- z) -8 '9UTand-H6 

SmdVDH 2-I9-9^e989 




(3WYN X3<2NI VD) 

(136) - (lAuxpTXoaj:Ad-i) -9- ( xAuaqdcaoxqo- ^) -6- (xAuaqdoaoxqo- Z) -8 'auTarid-H6 

SmdVDH 8-6S-9^e989 




S00Z/ZT/60 



T8C '689/01 qo^aa 



Berch 10/689,381 



09/12/2005 



CI 




• HC1 

RN 686346-62-3 HCAPLUS 

CN 9H- Purine, 8- (3-chlorophenyl) -9- (4 -chlorophenyl ) -6- ( 1 -pyrrol idinyl) - (9CI) 
(CA INDEX NAME) 



CI 




RN 686346-63-4 HCAPLUS 

CN 9H-Purine, 8, 9-bis (4 -chlorophenyl ) -6- (1-pyrrolidinyl) - (9CI) (CA INDEX 
NAME) 
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001 sB^d LZSZ-ZLZ-ZLS z^XMxntps iriHd Aq pa^oapas 



Owvn xaaNi yd) (106) 

- [xA-8-uxand-H6- (xAuxpxxoaaAd-x) -9- (xAusndoaoxtp- fO -6] -2 ' aixaixtiozuag NO 

SflldVOH 9-S9~9fr£989 NH 

TDH • 




ID 



Owvn xaaNi yd) (ID6) apx^omoo^pAqououi 

'- (xAuTpxxojJcAd-x) ~9- (xAuaqdoxonxj- £) -8- (xAusqdoaoxip- *0 -6 'aux;irid-H6 ND 

SmdVDH 5-^9-9*^989 JSRJ 



TO 




S00Z/ZT/60 



X8e'689/0I qoaag 



Berch 10/689,381 



09/12/2005 



CI 




RN 686346-66-7 HCAPLUS 

CN Benzonitrile, 3- [9- (4 -chlorophenyl ) -6- ( 1-pyrrolidinyl ) -9H-purin-8-yl] - 
(9CI) (CA INDEX NAME) 



CI 




RN 686346-67-8 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl) -8- (3-f luorophenyl) -6- (1-pyrrolidinyl) - (9CI) 
(CA INDEX NAME) 
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zoz s6*a 



LZSZ-ZLZ-XLS z^TMinqos in^d Aq paqojceas 



(3WVN X3CINI YO) (106) - (lAuxpTiOJCjAd 
-I) -9- (lAuaqdoaomo-^) -6- (xAuaqdAxoq^aui-e-oaoxqo-fr) -8 '3tiT;md-H6 NO 

smdvoH e-o^-9^e989 nh 



TO 




(3WVN X3CINI YO) (106) - [xAuaqdfxAqisuiOJionxgT^) 
_ 8 _ (-[AuTpxxoaaAd-x) -9- ( lAusqdoaoiqo- -6 '3UT;md-H6 NO 

SmdVOH 0-69-9fr£989 NH 




TO 



(3WYN X30NI YO) (106) 
- (xAuTp-uxoaaAd-x) -9 - ( xAuaqdAxoit^auixp- ^ ' z) -8 - ( xAusqdcaoxqo- V) -6 '3UTand-H6 NO 

SfTIdYOH 6-89~9fr£989 Ntf 



S00Z/ZT/60 



T8£'689/0T qo^SH 



Berch 10/689,381 



09/12/2005 



CI 




RN 686346-71-4 HCAPLUS 

CN 9H-Purine / 9- (4 -chlorophenyl ) -8- (2 -ethoxyphenyl) -6- (1-pyrrolidinyl) - (9CI) 
(CA INDEX NAME) 



CI 




RN 686346-72-5 HCAPLUS 

CN 9H- Purine, 9- (4 -chlorophenyl) -8- (3 , 4 -dif luorophenyl ) -6- (1-pyrrolidinyl) - 
(9CI) (CA INDEX NAME) 
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frOT 36Hd LZSZ-ZLZ-TLS z^TMimps in^d Aq psqojcpas 



Owvn xaaNi vo) doe) 

- (xAuTpTioaaAd-i) -9- ( lAuaqdAxoqiaui- z) -8- ( TAueqdoaoiqo- ^) -6 'auxand-H6 NO 

SJTIdVOH 8-SZ,-9fre989 NH 



ID 




OWVN X30NI VO) (ID6) - (xAuxpxioajAd 
-I) -9- [T.Au3qd(Axoq43-[Aq:}3Ui-T) -8- (TAusqdojiOTqD- fr) -6 '3ux;md-H6 NO 

SIYIdVOH L-T7L-9*Z9%9 




10 



Owvn xaaNi vo) (106) 

- (xAuxpxioaaAd-t) -9- (TAuaqdAxoinsui-e) -8 - ( xAuaqdcaoxqD- fr) -6 '3ux;md-H6 NO 

SmdVOH 9-€^-9^e989 NH 



S00S/ZT/60 



T8e'689/0I qoasa 



Berch 10/689,381 09/12/2005 



CI 




RN 686346-76-9 HCAPLUS 

CN 9H-Purine, 8- (3-chloro-4-f luorophenyl) -9- (4 -chlorophenyl ) -6- (1- 
pyrrolidinyl) - (9CI) (CA INDEX NAME) 



CI 




O 

RN 686346-77-0 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (3 -f luoro-2 -methylphenyl ) -6- (1- 
pyrrolidinyl) - (9CI) (CA INDEX NAME) 
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901 96*a 



LZSZ-ZLZ-XL9 z^TMinqos T nB d Ac t panaceas 



(3WVN X30NI VO) (ID6) M T^ixpxxoxaAd 
-I) -9- [lAuaqd(AxoqqauioaonxjTp) -£] -8- ( lAuaqdoaoiqD- ^) -6 'aux:md-H6 NO 

SfTIdVOH 5-08-9^€989 NH 




ID 



(3WVN xaaNI VO) (106) - (lAutpxioaaAd 
-I) -9- (I AuaqdoaomD -fr) -6 - ( {Auaqdo jonx j - ^ - o jomo - ^ ) -8 'aux;md-H6 NO 

SfYIdVOH 2-6Z.-9fre989 NS 



TO 




N 

O 

(3WVN X3C3NI VO) (I06) - (lAuxpxToaaAd 
-I) -9- [lAuaqdfAxou^auioaoniixp) -fr] -8- (lAuandoaoitp- fr) -6 'aux;md-H6 NO 

SflldVOH I-8^-9^e989 NH 



S00Z/Z T/60 



T8£ '689/01 upaaa 



Berch 10/689,381 



09/12/2005 



CI 




RN 686346-81-6 HCAPLUS 

CN 9H-Purine / 9- (4 -chlorophenyl ) -8-phenyl-6- (1-pyrrolidinyl) - (9CI) (CA 
INDEX NAME) 



O 

N 




RN 686346-82-7 HCAPLUS 

CN 9H-Purine / 9- (4 -chlorophenyl) -8- (2 , 3 -dif luorophenyl) -6- ( 1 -pyrrol idinyl ) - 
(9CI) (CA INDEX NAME) 



CI 




O 

RN 686346-83-8 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (2 , 4 -dif luorophenyl) -6- (1-pyrrolidinyl) - 
(9CI) (CA INDEX NAME) 
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801 36Pd LZSZ-ZLZ-ZL9 z^x^inqos T™?d Aq paqo^pas 




TO 



(3WYN XaaNI YO) (I06) - (xAuxpxxoaaAd 
-I) -9- (lAu^qdo^oxqo-^) -6- ( xAuaqdoaonxg - e-oaoitp- z ) -8 '3Ux;ma-H6 NO 

SmdVOH 0~S8-9^€989 Ntf 




TO 



(3WVN XaaNI YO) (I06) - (xAuxpxxoa:iAd 
-I) -9- (xAuaqdcaoxqo-tO -6- (lAuaqdoaonxi- ^ -oaoiqo- £) -8 '3uxarid-H6 NO 

SmdVOH 6-^8-9^e989 NH 




TO 



X8€'689/0T qo^aa 



Berch 10/689,381 



09/12/2005 



RN 686346-86-1 HCAPLUS 

CN 9H-Purine / 9- (4 -chlorophenyl) -8- (5 -methyl -3 - f uranyl ) -6- ( 1-pyrrolidinyl ) - 
(9CI) (CA INDEX NAME) 



CI 




RN 686346-87-2 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (3 -chloro-2-thienyl) -6- (1-pyrrolidinyl) - 
(9CI) (CA INDEX NAME) 



CI 




RN 686346-88-3 HCAPLUS 

CN 9H-Purine / 9- (4 -chlorophenyl ) -8- (4 , 5 -dichloro-3 -isothiazolyl) -6- (1- 
pyrrolidinyl) - (9CI) (CA INDEX NAME) 
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0X1 96*d 



LZSZ-ZLZ-1LS z^TMinips X™2d Aq pstpapas 



(awvN xaaNi vo) (106) 

- (xAuxpT-[oaj:Ad-x) -9- (xAti3Xtn-£--[Ainaui-s) -8- ( lAuandoaoxqo- ^) -6 'aux;md-H6 NO 

SnidVDH Z.-06-9^e989 Ntt 





(awvN xaaNi 

VO) (106) - (lAuTpxxoaaAd-x) - 9 - xAuxznjiAd- 8- ( lAusqdoaoxqo- fr) -6 '3UTand-H6 NO 

SmdVOH fr-68~9fr£989 Ntf 




XO 



S00Z/ZX/60 



X8e'689/0X qOJ39 



Berch 10/689,381 



09/12/2005 



CI 




RN 686346-91-8 HCAPLUS 

CN 9H-Purine / 9- (4 -chlorophenyl) -8- (5-chloro-2-thienyl) -6- (1-pyrrolidinyl) - 
(9CI) (CA INDEX NAME) 



CI 




RN 686346-92-9 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (3 -methyl-2 -f uranyl) -6- (1-pyrrolidinyl) - 
(9CI) (CA INDEX NAME) 



CI 
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ZTT a6*a 



LZSZ-ZLZ-TL9 zixMxmps ini?d Aq patinas 



(3WYN X3CINI YD) (lOe) - (TAuxpTTOJCjAd-T) -9 
- [xAuBjmg-e-lAipaui-z- ( lAq^siAq^suiTp- 1 # x) -S] -8- (lAuaqdoaoxqD- fr) -s 'aux;md-H6 

SfndVOH £-S6-9^€989 




(3WVN X3CINI YD) (ID6) - (lAuxpxiO^Ad 
-I) -9- (lAuaqdoaoxqo-^) -6- ( lA- g- xozexpexozuaq- e 't ' Z) -8 'auxarid-H6 

SfVTdYDH I-^6-9^e989 




10 



(3WYN X30NI 

YD) (106) - (T^uaxtn-e) -8- (T^uxpxiojaAd-T) -9- ( lAuaqdoaoxqo- ^) -6 'aux;md-H6 

SnidVDH 0-e6-9^e989 



S00Z/ZT/60 



T8e '689/01 qDJSH 



Berch 10/689,381 



09/12/2005 



CI 




RN 686346-96-3 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (2 , 5 -dimethyl -3 -f uranyl ) -6- (1- 
pyrrolidinyl) - (9CI) (CA INDEX NAME) 



CI 




o 

RN 686346-97-4 HCAPLUS 

CN 9H-Purine / 9- (4 -chlorophenyl) -8- [5 -methyl-2 - ( trif luoromethyl ) -3-furanyl] -6- 
( 1 -pyrrol idinyl ) - (9CI) (CA INDEX NAME) 
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LZSZ-ZLZ-ILS z^TMxnqos T™?d Aq psipaeas 



Owvn xaaNi vo) (106) - [lAuxpxaAd 

-e- (xXq^aiuoaonxgxj:^) -9] -8- ( lAuxpxioaaAd- 1) -9- (lAuaqdcaoitp-fr) -6 'aux;md-H6 

SfTCdVOH Z-00-Z,fr£989 




13 



OWVN XaaNI VO) (106) - (lAuxpxicajAd 
-I) -9- (lAuaqdoao^qo-^) -6- ( lAusxq:*- e-Axoqqaui- fr-ojtoiqo- s) -8 'aux:md-H6 

SfVIdYOH 9 -66 -9 fr€989 



3W 




TO 



(3WVN X30NI VD) (106) 

- (-[Auxpxio;t:iAd-x) -9- (xAuaxq^-s-iAq^siu-e) -8~ ( lAuaqdcaoiip- fr) -6 '3Uxarid-H6 

SfHdVOH S-86-9^€989 



S00Z/ZT/60 



I8e'689/0T qoaaa 



Berch 10/689,381 



09/12/2005 




CI 



RN 686347-01-3 HCAPLUS 

CN 9H- Purine, 9- (4 -chlorophenyl ) -8- (2, 3 -dihydro-7-benzof uranyl) -6 - (1- 
pyrrolidinyl) - (9CI) (CA INDEX NAME) 



CI 




RN 686347-02-4 HCAPLUS 

CN 9H-Purine / 9- (4 -chlorophenyl) -8- (2-pyridinyl) -6- ( 1-pyrrolidinyl ) - (9CI) 
(CA INDEX NAME) 



O 

N 
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9TT sBBd LZSZ-ZLZ-XLS z^XMxmps X™=?d Aq paipjcess 



Owvn xaaNi vo) 

(136) - (lAuxpxxoaaAd-x) -9- ( xAuxpxjiAd- f) -8- ( lAusqdoaoxqo- fr) -6 '9Ux;ind-H6 NO 

SfTIdVOH L~S0-LtZ9Q9 NH 




Owvn xacusri 

VO) (106) - (lAuaxqi-e) -8- (lAuxpxxo^aAd-x ) -9- (xAusqdoaoxtp- fr) -6 'auxand-H6 NO 

SmdVOH 9-^0-Z.^e989 Ntf 



TO 




Owvn xaaNi vo) (106) 

- (xAuxpxxoaaAd-x) -9- (xAuxpx^Ad- e-xAq^auJ-9) -8- ( xAuaqdoaoxqs- fr) -6 '9uxarid-H6 NO 

smdvoH s-eo-^^e989 nx 



S00S/SI/60 



T8E'689/0T ipaaa 



Berch 10/689,381 



09/12/2005 





N 



RN 686347-06-8 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (2 -chloro-3 -pyridinyl ) -6- ( 1 -pyrrol idinyl) 
(9CI) (CA INDEX NAME) 




RN 686347-07-9 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl) -8- (6-chloro-3 -pyridinyl ) -6- (1-pyrrolidinyl) 
(9CI) (CA INDEX NAME) 
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8X1 aBpd 



LZSZ-ZLZ-XLS z^TMinqos X™?d Aq paqoanas 



(3WVN X30NI YO) (106) 3X es wnxsseriodoiioui ' - [1A-9 -ux;md-H6- ( xAusqdoaoxqo 
-fr) -6- (lAu3Tjdcaoiip-£) -8] -x-ouxuip-fr 'pxop 3xxAxoqaBD8uxpx;t9dxd- ^ 

SfHdYOH S-TT-£fr£989 




TO 



(aww xaaNi YO) (106) 

- (xAuTpxxoaaAd-i) -9- ( xAuxpxxAd- e-xAq^sui- fr) -8- (xAusqdoaoxqo- -6 '9UXj:rid-H6 

SflldYOH T-60-£*e989 




10 



Owvn xaaNi yo) (106) 

- (xAuxpxxoaaAd-x) -9- ( xAuxpxaAd- ^-oaoxqs- Z) -8- ( xAusqdoaoxqo- fr) -6 '^uxarid-He 

SmdVOH 0-80-^*^989 



sooz/ex/60 



X8e / 689/0T qo^aa 



Berch 10/689,381 



09/12/2005 



H0 2 C NH 2 




K 



RN 686347-12-6 HCAPLUS 

CN 4 -Piperidinecarboxamide, 1- [8- (2 -chlorophenyl ) -9- (4 -chlorophenyl) -9H-purin- 
6-yl] -4- (ethylamino) -, monohydrochloride (9CI) (CA INDEX NAME) 



PAGE 1-A 



H2N— C NHEt 
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OZX aBea 



LZSZ-ZLZ-XLS z^T^inqos X™?d Aq paqDapss 



(3WW X3CINI VO) (106) xa^sa xAq:jaui (ouxuiExAq^a) -t,- [iA-9-UTand 
-H6- (lAusqdoaoxqo-^) -6- ( xAuaqdo;toxqo- £) -8] -I 'pjov DTxAxoqjeDauTpTJtadTa- NO 




v-z aovd 





(3WYN X30NI VO) (106) aa^sa xAq^aui ' - (ouTwexAq^aui) - fr- [XA- 9-uxand 
-H6- (xAuaqdcaoxqo-^) -6- ( xAuaqdo;ioxqo- Z) -8] -I 'pjoe DTxAxoqaeoaiiTpT jadxa- NO 

SmdVOH L~ZT-L*Z9Q9 NH 



IOH « 




v-z aovd 



S00Z/2T/60 



I8C '689/01 qo-^H 



Berch 10/689,381 



09/12/2005 





CI 



PAGE 2 -A 



RN 686347-15-9 HCAPLUS 

CN 4-Piperidinecarbonitrile, 1- [8- (2-chlorophenyl ) -9- (4 -chlorophenyl ) -9H- 
purin-6-yl] -4- [ (1-methylethyl) amino] - (9CI) (CA INDEX NAME) 



NC NHPr-i 




RN 686347-16-0 HCAPLUS 

CN 4-Piperidinecarbonitrile, 1- [8- (2-chlorophenyl) -9- (4 -chlorophenyl) -9H- 
purin-6-yl] -4- (ethylamino) - (9CI) (CA INDEX NAME) 
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ZZX 96Pd 



LZSZ-ZLZ-ZLS z^TMxnqos in^d Aq paqoai?as 



(3WYN 

X3CINI VO) (ID6) apx^oxuDOJcpAqououj 'jaqs3 "[Aq^sui ' - AxcapAq- fr- [ iA- 9-uTand 
-H6- (TAuaqdoaoiqo-^) -6- ( lAuaqdoaoiqo- z) ~B] -T ' PT DF OTTAxoqaBDStixpTJiadTd- NO 

SnidVOH Z-8T-Z.fr€989 NH 




Y-2 30Vd 




HO 0 — 03W 

II 

o 

v-i aovd 



(3WYN XaaNI VD) (136) -ia:}sa TAq^aw ' -AxoapAq- [iA- 9-uxand 
-H6- (TAuaqdoaoiqo-fr) -6- (lAuaqdcaoiqD- z) -8] -I 'pise oxiAxoq:iBDauxpx ^adxd- NO 

SnidVOH T-£T-Z.l7e989 NH 




33HN ON 



S00Z/ZT/60 



T8€'689/0T qoasH 



Berch 10/689, 381 



09/12/2005 



PAGE 1-A 

O 

II 

MeO— C OH 




PAGE 2 -A 



• HC1 

686347-19-3 HCAPLUS 

4 -Piperidinemethanol , 1- [8- (2 -chlorophenyl) -9- (4 -chlorophenyl ) -9H-purin-6- 
yl] -4- (methylamino) - (9CI) (CA INDEX NAME) 
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LZSZ-ZLZ-TLS ziXMxnqos X™?d Aq paqojceas 



-uxand-H6~ ( xAuaqdcaoxqo- -6- ( xAuaqdcxioxqo- 2) -8] -fr ' apxuiexoqaBDauxzHaBdxa- £ ND 



3W 




TO 



(awvN 

X30NI YD) (106) - (lAq^siAq^aui-i) - x - -[At^aui- £- [ "[A- 9-uxand-H6- ( xAuaqdojeoxqo 

-fr) -6 - (xAuaqdoaoxqo-3) -8] -8 ' auo- ^-unoap [s ' oaxdsHzexj;.!- 8 ' £ ' X NO 

SflldVDH 9-0£-^£989 Ntf 



V-2 30Vd 




v-x aova 



S00S/SX/60 



X8£'689/0T qo^SQ 



Berch 10/689,381 
6-yl]-, monohydrochloride (9CI) (CA INDEX NAME) 



09/12/2005 



CI 




• HC1 



RN 686347-22-8 HCAPLUS 

CN 4-Piperidinecarboxamide, 1- [8- (2 -chlorophenyl) -9- (4 -chlorophenyl ) -9H-purin- 
6-yl] -4- (ethylamino) -N-methyl- (9CI) (CA INDEX NAME) 



PAGE 1-A 



0 
II 




CI 
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9ZX oB^d LZSZ-ZLZ-XLS z^TMxmps X n *d Aq paqoanas 



I OH 




X3CINI YO) (106) apxaox^soapAqououi ' -xAq^aui-x- [xA-9-ux;md-H6- ( lAusqdoaomD 
~t) -6- -8] -6 ' auo- ^-ueospun [g - 5] oJTdsBzexp-6 'X-^xO-fr 

SmdVOH o-frz-^£989 



NO 
NH 




HN9W 



(3WYN X30NI VO) (I06) -lXq^3Ul-N- [1^-9 
-UTj:nd-H6- (xAusqdojroxMO- f>) -6- (X^uaqdcaoxtp- Z) -8] -fr ' apxuiexoqjteoauxze^adxtf - Z NO 

SmdVOH 6-£Z-Z,fr£989 N"H 



or 



TO 



v-z aovd 



S003/ZT/60 



X8£ '689/01 ip-iag 



Berch 10/689,381 



09/12/2005 



686347-25-1 HCAPLUS 

3-Azetidinecarboxylic acid, 1- [8- (2 -chlorophenyl) -9- (4 -chlorophenyl ) -9H- 
purin-6-yl] -3 -hydroxy-, methyl ester (9CI) (CA INDEX NAME) 



CI 




I — N 



686347-26-2 HCAPLUS 

Ethanone, 1- [1- [8- (2 -chlorophenyl ) -9- (4 -chlorophenyl ) - 9H-purin-6-yl] -4- 
phenyl-4-piperidinyl] - , monohydrochloride (9CI) (CA INDEX NAME) 




HC1 



686347-27-3 HCAPLUS 

4-Piperidinol, 1- [8- (2 -chlorophenyl ) -9- (4 -chlorophenyl ) -9H-purin-6-yl] -4- 
(2-f luorophenyl) - (9CI) (CA INDEX NAME) 
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BZl 36Pd 



LZSZ-ZLZ-XLS z^TMinitDS im?d psqoJiess 




(3WVN X30NI YD) (106) - [lA-9-uTand-H6- (lAuaqdoaomD 
-fr) -6- (lAuaqdoaoxqD-^) -8] -Z '3uo-8-ub;do[^* e] ojTdsBZETJi-z, 'S'Z NO 




v-3 aovd 




v-i aova 



sooe/zi/60 



T8£'689/0T qoaas 



Berch 10/689,381 09/12/2005 

RN 686347-29-5 HCAPLUS 

CN 2 / 5,7-Triazaspiro[3.4]octan-8-one # 2- [8- (2 -chlorophenyl) -9- (4- 
chlorophenyl) -9H-purin-6-yl] -5 -methyl- (9CI) (CA INDEX NAME) 



CI 




RN 686347-30-8 HCAPLUS 

CN 3-Azabicyclo[3.1.0]hexane-6-carbonitrile, 3- [8- (2 -chlorophenyl ) -9- (4- 
chlorophenyl) -9H-purin-6-yl] -6- (4-morpholinyl) -, 
(la, 5a, 6a)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




CI 



RN 686347-31-9 HCAPLUS 

CN 3-Azabicyclo [3.1.0] hexane-6-carboxamide , 3- [8- (2 -chlorophenyl) -9- (4- 
chlorophenyl) -9H-purin-6-yl] -6- (4-morpholinyl) -, 
(la ; 5a,6a)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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oex 96*a 



LZSZ-ZLZ-XLS z^TMinqos T^d Aq psipaBas 



(awvN xaaNi vo) (ids) 

[lAuaqddAq^aiuoaonijTJ:^) -fr] - 6 -Axoina- 9- ( -[Auaqdojcomo- fr) -8 '3ux;ma-H6 ND 

SfTCdVDH Z-^Z-L^ZSQS NH 



£aD 




N- 




N 




TO 



330 



Owvn xaaNi vo) (106) 

[-[Au3qd(iAqiauio^on-[jxa^) -fr] -6-Axoq^3-9- ( lAuaqdojtoiqo- £) -8 'atiT;md-H6 ND 

smdvoH i-ee-z^£989 nh 




ID 0*d-T 



(awvN xaaNi vd) 

(ID6) - (Axoq^siAq^aiii-I) -9- ( lAuaqdoaomo- ^) -6- ( lAuaqdojtomo- z) -8 'auTjmd-H6 ND 

SfVIdVDH o-se-z.^e989 NH 



ID 




N ' 



ID 




N^H 



N 




O 



S00Z/ZI/60 



I8e'689/0I qoasa 



Berch 10/689,381 09/12/2005 




F 3 C 



RN 686347-35-3 HCAPLUS 

CN 9H-Purine, 6-ethoxy-8- (2 -methylphenyl) -9- [4- (trif luoromethyl ) phenyl] - 
(9CI) (CA INDEX NAME) 




RN 686347-36-4 HCAPLUS 

CN 9H-Purine, 8- (3 -chlorophenyl) -9- (4 -chlorophenyl ) -6-ethoxy- (9CI) (CA 
INDEX NAME) 



OEt 




CI 



CI 



RN 686347-37-5 HCAPLUS 

CN 9H-Purine, 8 , 9-bis (4 -chlorophenyl ) -6-ethoxy- (9CI) (CA INDEX NAME) 
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ZZT a6i?a LZSZ-ZLZ-ZLS z^TMintps T^d Aq paqo^as 



(3WVN X30NI VO) (106) - [TAuaqd(TAq4auJo;rorLiiT;t3) 
-t] -6- (Axoq^axAq^aiu-i) -9- ( lAuaqdoaoiqD- ) -8 'suxjma-He NO 

SmdVDH fr-f^-£fr£989 NH 




(3WYN XaaNI VO) (106) - [TAuaqdfiAq^woJcortiJTji:*) 
-fr] -6- (Axoq^9iAq^3ui-x) -9- ( iAusqdo;iOTqo- z) -8 'aux:mtf-H6 NO 

SmdVOH T-Tfr-^£989 NH 




Owvn xaaNi 

VO) (106) - (lAuaiidiAinauj-z) -8-Axoqq8-9- (lAuaqdoaoiqD- fr) -6 '3Ux;ma-H6 NO 

SfTIdVOH 9"8£-^£989 NH 



TO 




sooe/ei/60 



I8e'689/0I qo^S 



Berch 10/689,381 



09/12/2005 



OPr-i 





F 3 C 



RN 686347-47-7 HCAPLUS 

CN 9H-Purine / 6- ( 1-methylethoxy) -8- (2 -methylphenyl) -9- [4- 
(trif luoromethyl) phenyl ] - (9CI) (CA INDEX NAME) 



i-PrO 




CF 3 



RN 686347-50-2 HCAPLUS 

CN 9H-Purine, 8, 9-bis (4 -chlorophenyl ) -6- (1-methylethoxy) 
NAME) 



(9CI) (CA INDEX 



OPr-i 




RN 686347-51-3 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl) -6- (1-methylethoxy) -8- (2 -methylphenyl ) - (9CI) 
(CA INDEX NAME) 
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frCT 36*d LZSZ-ZLZ-ZLS z}TM-[nips I™?d Aq paqojtess 



(3WYN X30NI VO) (106) - [TAu3qd(iAq}3Wo;ion-[jT:i:i) 
-fr] -6- (Axoqiaojonijxaq-s ' 2 ' 2) -9- ( lAuaqdoJComo- -8 # auTjna-H6 NO 




(3WVN X3CINI VO) (106) - [lAuaqddAq^auioaonxjxa^) 
-fr] -6- (AxotnscaoriTgTJtq-z # s 1 s) -9- (lAusqdojcoiip-E) -8 '9UT.JTia-H6 NO 

SmdVDH s-es-A^e989 NH 




(3WVN X30NI VO) (106) - tlAuaqddAn^suioaonijxa:^) 
_ 6 - (Axoq^soaonijTjq-s's's) -9- (lAuaqdoaomo- £) -8 'aux;md-H6 NO 

SmdVOH fr-£S-Z,fre989 NH 




S00Z/ZT/60 



T8E'689/0T qoaaa 



Berch 10/689,381 



09/12/2005 




F 3 C 



RN 686347-55-7 HCAPLUS 

CN 9H-Purine, 8- (2 -methylphenyl ) -6- (2 , 2 , 2 - trif luoroethoxy) -9 - [4- 
(trif luoromethyl) phenyl] - (9CI) (CA INDEX NAME) 




CF3 

RN 686347-56-8 HCAPLUS 

CN 9H-Purine, 8- ( 3 -chlorophenyl) -9- (4 -chlorophenyl ) -6- (2 , 2 , 2 -trif luoroethoxy) - 
(9CI) (CA INDEX NAME) 



F3C- CH 2 -0 




CI 



RN 686347-57-9 HCAPLUS 

CN 9H-Purine, 9- (4 -chlorophenyl ) -8- (2 -methylphenyl ) -6- (2 , 2 , 2 -trif luoroethoxy) - 
(9CI) (CA INDEX NAME) 
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9€I z&*a LZSZ-ZLZ-ILS z^XMxnips int?tf Aq psqo^pss 



Owvn xaaNi vo) (io6) -(d9'»s'*>T) 

'apxaoiqoojipAijououi ' - xAq^auixp-N 'N- [lA-9-ux;md-H6- ( xAusndojiomDxp 

-8- (lAuaqdoaoiqo-^) -6] -€ ' atiTure-9-trexaii [o * X " £] oioAoxqezv- e ND 

SmdVOH 8-S9-frf^989 Ntf 



N-OH 




TO 



(awvN xaaNi yd) (106) suixxo 

' _ [-[A-9-uxand-H6- ( lAuai{doaomo- ^) -6- ( lAuaqdoaomo- £) -8] -I ' auouxpxjcadxd- ND 

SmdVDH 0-8S-Z.^e989 JSTH 




SOOe/Zt/60 



T8€ '689/01 qoaag 



Berch 10/689,381 



09/12/2005 



Me2 




HC1 



H 

RN 686744-56-9 HCAPLUS 

CN 3-Azabicyclo [3.1.0] hexan-6-amine, 3- [8- (2 -chlorophenyl) -9- (4 -chlorophenyl ) 
9H-purin-6-yl] (la,5cc,6p)- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




H 



RN 686744-57-0 HCAPLUS 

CN 3-Azabicyclo[3.1.0]hexan-6-amine, 3- [9- (4 -chlorophenyl ) -8- (2 -f luorophenyl) 
9H-purin-6-yl] -, (la,5ct,6p)- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
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8 ex sBea 



LZSZ-ZLZ-1LS zqTMinqos inH<j Aq paqo^HSS 
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SJO^TqiqUT 3SBUX}{ 3ApD3*[8S 

sv sauxpxuixaAdoxcaaAd pun sauxand xo uox 3 BJipdaa a : a^LXIX 

XVdHVW S8Tf^T : T^I : HaSWflN N0ISS300V 

NXS UO SOV SO OZ JjHOIHAdOD XYdtfVW 8 dO T H3MSNY 81 

A: (N)/A daflNIXNOO - SH3MSKY 8 W0H3 VXVCJ d3XS3n0aH 3AYH HOA 

-X ^xqb sqB qxqx 81 P <= 




(awvN 

X30NI VD) (ID6) ^a^S3 lAtna-e ( lAq^iAtnsuixp-x ' I ) - 1 ' - [T^- 9 -uxand-H6 
- (xAuattdojoxnD-^) - 6- ( lAusqdoaomD- z) -8] -fr 'pxDB DXiAxoqjteoxpsuxzBaadxa- £ 'x NO 

SmdVOH S-90-9^e989 Ntf 
( (s^sxuoBb^uh 

ao^daoajt x-HD) sptiBBxi aoidsoaji pxouxqBUUBO sb ssuxand io uoppjedaid) 

XDVH ' (uoxieaBds^d) d3tfd - (uopeiedajd DX^3q^uAs) NdS ' Oub^dbsh) XOtf • 

dS-90-9fre989 XI 
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PATENT NO. 
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EP 1444982 Al 20040811 EP 2003-2753 20030206 
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Rl 



N 

R2^N 



W i w 



AB Title compds. [I; Rl = H, halo, alkoxy, (substituted) PhNH, PhO, PhCH2S, 
PhS, Ph, PhCH2, styryl, etc.; R2 = H, alkyl; X = N, NR3 ; Y = N, CR5 , NR6 ; 
1 dotted line = double bond, the other = single bond; R3 = H, alkyl, 
(substituted) Ph, PhCH2 ; R4 = H, halo, C . tplbond . C (CH2 ) mOH, (substituted) 
Ph; m = 1-3; R5 = H; R6 = H, (substituted) Ph, PhCH2] , were prepared as 
selective kinase inhibitors. Thus, 6 -chloro- 9H-purine , PhNH 2 , and Et3N 
were refluxed 4 . 5 h in BuOH to give 76% N-phenyl ( 9H-purin-6-yl) amine . 
This at 30 uM gave 34% inhibition of SAPK2a kinase. 

MSTR 1 



G1-G5 

Gl = OMe 

G5 = 37 




G7 = Ph (opt. substd. by 1 or more G4) 

G10 = Ph (opt. substd. by (1-2) Gil) 
G13 = N 

Patent location: claim 1 
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T HXSW 

- auxxoqdjrow Aq m auxpx jiAdozBpxuix 
pauxB^qo aqi 50 uox^buxwb :;uanbasqns puB 330 (HN : ) OSHOTD q^T M 
III aAX^BAXjiap axozBpxiuxzuaq paaBdaad aq} go 10 uox^BzxxoAocaaiaq eta paapdaad 
sbm [qui/6ri ooi = (OSDD)XXX - ,f iui/6n TOO'O = (OSOI)VHd] II SAX^EAxaap 
auxpxaAdozBpxuix 'aouB^sux aoa *uox^u3aux aq} 50 -spduioo axozBpxiuxzuaq 
X3aou aqi Buxzxxx^n snaxA x^J^AouAs Aao^BXxdsan Aq pasnBO 4Bq3 
Ax^^inox^JHd 'uopoaiui Aao^eaxdsa^ q:*xM pa^BxoossB suio^diuAs Bux^BJioxxauiB 
jlo Bux^uaAaxd '6ux:iBa;i:t j:oj spoq^aui sapxAOJtd uoxquaAUX aqx * uoissiuisuej^ 
XBJtxa sb qons 's^u3A3 pa^BXDOSSB uoxsnx auBxquiaiu 50 sjro^xqxqux sb • spduioo 
axozBpxiuxzuaq ps^n^x^sqns-oaa^sq 50 asn aq} sassBdiuooua osxb uot^usaui aqx 

* SUOT^D3IUT I^JTIA ^ESJ^ aSXAOaq^O JO pBOX IBJIA aDUpaJI ' UOX S S XUISUBJI} I^JXA 

qons s^u3A9 pa^BXOOSSB uoxsni auB-xquiaui qxqxqux }Bq:} • spduioo axozBpxiuxzuaq 
pa^n^x^sqns-oaaiaq sassBdiuooua uot;u9aui aqx -s^uaBn x ej T A T^ ue 
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50 • sat jap axozBpxiuxzuaq pa^n^x^sqns-ojca^aq xaAOU 04 sa^^xaa uox^uaAux aqx 9V 

* XNiHd aNnjiO via saavaivAV - Avadsia noa sonva oox wvnovia annxonnxs * 
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ev 
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'HO 'M3 : MH 
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'WO 'HO 
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'OV '3V : M 

ei6e^o^ooz om 

£I6e^0fr00Z OM 
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3xva aNiM 



"ON XN3XVd 



qsxxBus 
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saxxid : Nsaoo 

•dd 28 ' "Xddv * ^ui X0d 
VSn ' ' ouj 'sxaauixax 
uibxxxTM uqor 'Aa^DBq 
s^ua6B x^ J T A T^ ue se xniasn saAX^BAXjap 
axozBpxiuxzuaq paqn^xqsqns-ojca^aq 10 uox^BJBda^d v 



:N0IXVWH03NI XN3XVd 

=xNnoo 'wnN 'oov Aaiwva 
: aovnoNva 
^3dAx xNawnooa 
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G3^ xx > 



)3 

Gil 



-G2 



Gl 



9-1 10-3 




G510 



G2 = Ph 

G4 = OMe 

G5 = (up to 3) N / 14 



14 



-G4 



= Ph (opt. substd. by 1 or more G2 0) 



Gil 

Patent location: 
Note: 

Note: 

Stereochemistry : 



claim 1 

or pharmaceutical^ acceptable salts, prodrugs, 
solvates, hyrdates, and clathrates 
substitution is restricted 

and enantiomers, diastereomers , racemates, and 
mixtures 
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8 30 H3MSNY 8T 
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ST-CfrC ^-6^e = so 
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* as^aauiAxod aoh Sux^xqxuux Aq A^XAxqae 0 sxqxiedsq-xiui? 
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X13 ^XH 
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'auTiui? (xA-^-uTpTjAdoj^TU-e) xAq^a sa:;i?xpauu:a:}ux 6uxaxoaux 
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• auTDTpaui ut asn jxaq^ puB uiaq^ Buxuxequoo - suduioo x 63 !^ 11306111 ^ 6 ^^ 'uox^ej^dajd 
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G16 = Ph (opt. substd. ) 

G17 = N 

G18 = 0 

G4 +G5 = 55-1 56-3 
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Note: 



claim 1 

and physiologically acceptable salts and/or 
N-oxides 

also incorporates claim 19 
substitution is restricted 
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.'•339 'lA^tx^ pa^n^i^sqns (un) 'h = £H ''O^a 'ZHOZHO = M • * o^o ' (woieoaaqsq 
uiequoD Abui tpxuM) Butj: DT^Piuoap pa^n^x^sqns (un) = XH] I * spdiuoo 3X3T3 B ^ SV 
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G21 = phenylene 
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and pharmaceutically acceptable salts or hydrates 
claim 1 

substitution is restricted 
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Preparation of oxetanyl purines and pyrimidines 
nucleoside analogs as virucides 
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AB Title nucleosides I, wherein B is a purin-9-yl group or a heterocyclic 
isostere of a purin-9-yl group; or a pyrimidin-l-yl group or a 
heterocyclic isostere of a pyrimidin- 1-yl group; A is -CH- or A-G taken 
together is -C(O)-, -C(CH2)-, -C (OH) (CH20H) - , or epoxy, and G and D are 
functional groups, were prepared as virucides. Thus, 1- ( [2 ' R, 3 ' R, 4 ' S] -3 ' , 4 ' - 
bis (hydroxymethyl) -2 ' -oxetanyl) cytosine was prepared and tested for its 
antiviral activity against Varicella-zoster virus (MIC50 = 0,07 ^ig/mL) . 
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AB Title compds. I [B = pyrimidin- 1 -yl or isostere, Q; D = H # Cl-10 alkyl, 

CH20H, CH20R1, CH20C02 , etc.; Rl = Cl-6 alkyl; R2 = Cl-10 alkyl ; A = CH; G 
= H, Cl-10 alkyl, OH, alkoxy, NH2 , alkylamino, SH, N3,CH20H, etc., or AG = 
CO, C:CH2, C(OH) (CH20H) , Ql ; D and G both * H or Cl-10 alkyl; V = O, 
S; R3 = OH, SH, alkoxy, thioalkoxy, halo etc.; T = H, Cl-10 alkyl, etc.], 
were prepared Thus, 5 ■ -O- ( tert-butyldimethylsilyl ) -3 ' -diazo-2 » , 3 ' -dideoxy- 
2 1 -oxocytidine (preparation from 4 -N-acetylcytidine given) in MeOH was 
photolyzed with a 450 W Hanovia lamp to give the corresponding 
4 ' -silyloxy-3 ' -methoxycarbonyl-2 » -oxetanylcytosine derivative which was 
reduced by NaBH4 to the 3 ' -hydroxymethyl analog. This was deprotected by 
BuNH3BF4 to give 1- ( [2 ' R, 3 ' R, 4 ■ S] -3 ' , 4 ' -bis (hydroxymethyl -2 » - 
oxetanyDcytosine (II). II had ID50) of 0.8 and 1.0 ug/mL against 
HSV-1 and HSV-2, resp. 
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204^1 
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HC G3 0 
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Silver halide photographic material having silver 

iodide- and an aza-indene-containing underlayer to 

reduce cross-over effect 
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Patent 
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•uiXTj Ae;r-x x eD TP 9UJ B ^ eui 
03 ^xoddns aqi 30 apis xaq:}o aq^ uo papxAoad sbm uoppjnBiguoo xaAex awes 
aqx -aspjo sxq^ ui ^xoddns uixxx e uo pa^eoo aaaM ux^PiaB pun 'saiox^a^d 
(a^exAaoeq^aui aw)Axod 50 6upsisuoD xaAex aAX^oa^oad e (e) pue (uirl go* I 
azxs uxe:i6 aBciSAe '%xoiu z l6v) aaAex uoxsxnuia (l'^9)6v aAX^xsuas-^qBxx e (z) 
'auapux-Hz^a^a^- , l ' ' e ' T-xAqiaui-s-AxoxpAq-z. 30 6v loux/b x 6ututp;uod (uirl 
8X"0 azxs aBexaAe ' %\om e iBv) ^aAnx uoxsxnuia (i'xh)By aAX^xsuasux-^qSxx 
XXI^T^u^^sqns e (x) 1 sriqx ' sauapux-Hzexa^ pue sauapux- eze^uad 
'sauapux-ezex^a:} pa^n^x^sqris Axaadojcd axe sauapux-eze axqe^xris -sxsouBexp 
■6oxpex x^^TP 3U1 J °5 P^sn Axqe^jns sx it ' aaoxaaaqi 'ssaudaeqs aBeinx 
saseaxoux pue ixoddns aq:* qBnoaqi 3qBxx aaAO-ssoxo saonpax 31 punoduioo 
auapux-eze ue pun suxexB x^3 sa -xd P^xxui Buxuxe^uoo- iBy Buxuxe^uoo :taAex uoxsxnuia 

apxxnq Bv aAxqxsuasux-qqBxx e q^XM ';iaAex uoxsxnuia aqi 30 x< 
pue ^xoddns aq:} uaa/A^aq 'papxAOxd sx ixoddns aq} 30 sapxs qqoq uo sxaAex 

uoxsxnuia apxxeq 6v aAX^xsuas-^qBxx BuxAeq x^T^ 9 ^ 111 *Bo:joqd pauixexo aqx HY 
frTSOZ.861 9Z.6ie-Z.86T dP - * OdNI ■ NaddV AIJHOIHd 

frTSOZ.861 9Z.6ie-Z.86I dP Z.T80886T ZM Z.te66ie9 dP 
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